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We claim 

1 . Coiaaqpounds of the general fomiula (I) 




0), 



wherein 



A . represents an aiyl or heteroaryl ring, 

10 R\ and ind^endently jfrom each other represent hydrogen, halogen, 

nitro, cyano,- Ci-C^-alkyl, hydroxy or Ci-Ce-alkoxy, wherein Ci-Ce- 
alkyl and Ci-Ce-alkoxy can be further substituted with one to three 
identical or different radicals selected firom the group consisting of 
halogen, hydroxy and Ci -C4-alkoxy, 

15 

R^ represents trifluoromethylcarbonyl, Ci-Ce-alkylcarbonyl, Ci-Ce- 
alkoxycarbonyl, Ci-Ce-alkenoxycarbonyl, hydroxycarbonyl, amino- 
carbonyl, mono- or di-Ci-C4-alkylaminocarbonyl, Ce-Cio-aiylamino- 
carbonyl, arylcarbonyl, heteroarylcarbonyl, heterocyclylcarbonyl, 
20 heteroaryl, heterocyclyl or cyano, wherein CrCe-alkylcarbonyl, 

Ci-Ce-alkoxycarbonyl, mono- and di-Ci-C4-alkylarninocarbonyl can 
be furflxOT substituted with one to three identical or different radicals 
selected from the group consisting of Cs-Cg-cycloaliyl, hydroxy. 



^^^T AVAILABLE 



COPY 
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Ci-C4-alkoxy, Ci-C4-alkoxycarboiiyl, hydroxycarbonyl, amino- 
carbonyl, mono- and di-Ci-C4-alkylaminocarbonyl, . Ci-C4-alkyl- 
carbbnylamino, (Ci-C4-alkylcarbonyl)-Ci-C4-alkylamino, cyano, 
amino, mono- and di-Ci-C4-alkylamino, heteroaiyl, heterocyclyl and 
5 tri-(Ci-C5-alkyl)-silyl, and wherein hetCToaiylcarbonyl, heterocyclyl- 

carbonyl, heteroaryl and heterocyclyl can be further substituted with 
Ci-C4-alkyl, 

represents Ci-C4-alkyl, which can be substituted with one to three 
JIO identical or differrat radicals selected from the group consisting of 

halogen, hydroxy, Ci-Ce-alkoxy, Ci-Ce-alkenoxy, Ci-Ce-alkylthio, 
amino, mono- and di-Cj-Cg-alkylaxnino, arylamino, hydroxycarbonyl, 
Ci-C6-alkoxycarbonyl and the radical -0-Ci-C4-allcyl-0-Ci-C4-alkyl, 

15 or 



represeats amino, 

R^ represents hydrogen, Ci-Ce-alkyl, formyl, aminocarbonyl, mono- or 
di-Ci-C4-alkylaminocarbonyl, Ca-Cg-cycloalkylcarbonyl, Ci-Ce-alkyl- 
carbonyl, Ci-Ce-alkoxycarbonyl, N-(Ci-C4-aIkylsulfonyl) -amino- 
carbonyl, N-(Ci-C4-alkylsulfonyl)-N-(Ci-C4-alkyl)-aminocaibonyl, 
heteroaryl, heterocyclyl, heteroaiylcarbonyl or hetCTocyclylcarbonyl, 
wherein Ci-Ce-alkyl, mono- and di-Ci-C4-alkylaminocarbonyl, Ci-Ce- 
alkylcarbonyl, Ci-Ce-alkoxycarbonyl, heteroaryl and heterocyclyl can 
be substituted with one to three identical or different radicals selected 
from the group consisting of aryl, heteroaryl, hydroxy, Ci-C4-alkoxy, 
hydroxycarbonyl, Ci-Ce-alkoxycarbonyl, aminocarbonyl, mono- and 
di-Ci-C4-alkylaininocarbonyl, amino, mono- and di-Ci-C4-alkyl- 
amino, Ci-C4-alkylcarbonylamino, tri-(Ci-C5-alkyl)-silyl, cyano. 
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10 



15 



20. 



25 



or 



mono- and <ii-CrC4-alkylamino-Ci-C4-alkylaminocarbony Ci-C4- 
alkoxy-CrC4-alkylaininocarbonyl and halogen. 



represents a moiety of the formula 

^N-v, *-^N-V 

9 

wherein 

R^^ is selected from the group consisting of hydrogen and Ci-Ce- 
alkyl, and 

n represents an integer of 1 or 2, 

R represents halogen, nitro, cyano, Ci-Cg-alkyl, hydroxy or Ci-Ce- 
alkoxy, wherein Ci-Ce-alkyI and d-Ce-alkoxy can be further sub- 
stituted with one to three identical or different radicals selected from 
the group consisting of halogen, hydroxy and Ci-C4-alkoxy, 



and 



Y\ Y^, Y^ Y^ and Y^ independently from each oflier represent CH or N, 
wherein the ring contains either 0, 1 or 2 nitrogen atoms, 

and their salts, hydrates and/or solvates and their tautomeric forms. 



2. Compoimds of general formula (J) according to Claim 1, wherein 
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A represents an aiyl or heteroaiyl ring, 

R\ and independently from each other represmt hydrogen, halogen, 
5 nitro, cyano, Ci-Cg-alkyl, hydroxy or Ci-Ce-alkoxy, wherein Ci-Ce- 

alkyl and Ci-Ce-alkoxy can be further substituted with one to three 
identical or different radicals selected from the group consisting of 
halogen, hydroxy and Ci-C4-a]koxy, 

jLO R^ . represents Qi-Ce-alkylcarbonyl, Ci-Ce-alkoxycarbonyl, Ci-Cs- 

alkenoxycarbonyl, hydroxycarbonyl, aminocarbonyl, mono- or di- 
Ci-C4-alkylaminocarbonyl, Ce-Cio-arylaminocarbonyl, heteroaryl- 
carbonyl, heterocyclylcarbonyl, heteroaryl, heterocyclyl or cyano, 
wherein Ci-Ce-alkylcarbonyl, Ci-C6-alkoxycarbonyl, mono- and di- 

15 Ci-C4-aIkylaminocarbonyl can be fiirther substituted with one to three 

identical or different radicals selected from the group consisting of 
Ca-Cg-cycloalkyl, hydroxy, Ci-C4-alkoxy, Ci-C4-alkoxycarbonyi, hy- 
droxycarbonyl, aminocarbonyl, mono- and di-Ci-C4-alkylamino- 
carbonyl, Ci-C4-alkylcarbonylamino, amino, mono- and di-Ci-C4- 

20 alkylamino, heteroaryl, heterocyclyl and tri-(CpC6-alkyl)-silyl, 

R^ represents Ci-C4-alkyl, which can be substituted with one to three 
identical or different radicals selected from the group consisting of 
halogen, hydroxy, Ci-Ce-alkoxy, Ci-Ce-alkenoxy, Ci-Ce-alkylthio, 
25 " • amino, mono- and di-Ci-C^-alkylaniino, arylamino, hydroxycarbonyl, 

Ci-Ce-alkoxycarbonyl and the radical -0-CrC4-alkyl-0-Ci-C4-alkyl, 



or 



30 



r^resents amino. 
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represents hydrogen, Ci-Ce-alkyl, formyU aminocarbonyl, mono- or 
di-Ci-C4-alkylaininocarbonyl, Ca-Cg-cycloalkylcarbonyl, Ci-Ce-alkyl- 
caibonyl, Ci-Ce-alkoxycarbonyl, N-(Ci-C4-alkyl5ulfonyl) -amino- 
carbonyl, N-(Ci-C4-alkylsulfonyl>NKCi-C4-alkyl>anm 
heteroaryl, heterocyclyl, heteroarylcarbonyl or heterocyclylcarbonyl, 
wherein Ci-Ce-alkyl, mono- and di-Ci-C4-alkylaminocarbonyl, Ci-Ce- 
alkylcarbonyl, Ci-Ce-alkoxycarbonyl, heteroaryl and heterocyclyl can 
be substituted with one to three identical or different radicals selected 
from the group consisting of aiyl, heteroaryl, hydroxy, Ci-C4-a]koxy, 
hydroxycarbonyl, Ci-Ce-alkoxycarbonyl, aminocarbonyl, mono- and 
<ii-Ci-C4-alkylaminocarbonyl, amino, mono- and di-Ci-C4-alkyl- 
amino, Ci-C4-alkylcarbonylamino, tri-(Ci-C6-alkyl)-siiyl, cyano, 
mono- and di-Ci-C4-alkylan3ino-Ci-C4-alkylaminocarbonyl, C1-C4- 
aIkoxy-Ci-C4-alkylaminocarbonyl and halogen, 



represents a moiety of the formula 




9 



wherein 

R^^ is selected from the group consisting of hydrogen and Cj-Ce- 
alkyl, and 



n represents an integer of 1 or 2, 
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R*^ represents halogen, nitro, cyano, Ci-Cs-alkyl, hydroxy or Ci-Ce- 
alkoxy, wherein Ci-Ce-alkyl and Ci-Ce-alkoxy pan be further sub- 
stituted with one to three identical or different radicals selected from 
the group consisting of halogm, hydroxy and Ci-C4-alkoxy, 



and 



Y^, Y^ Y^ and Y^ independently from each other represent CH or N, 
wherein the ring contains either 0, 1 or 2 nitrogen atoms. 

3. Compounds of general formula (I) according to Claim 1 or 2, wherein 

A represents a phenyl, n^hthyl or pyridyl ring, 

15 R\ and R^ independently from each other represent hydrogen, fluoro, 

chloro, bromo, nitro, cyano, methyl, ethyl, trifluoromefhyl or trifluoro- 
melhoxy, 

R^ represents Ci-Ce-alkylcarbonyl, Ci-Ce-alkoxycarbonyl, hydroxy- 
20 carbonyl, aminocarbonyl, mdno-Ci-C4-alkylaminocarbonyl or cyano, 

wherein Ci-Ca-alkylcarbonyl, Ci-Ce-alko^o^carbonyl and mono-Ci-C4- 
alkylaminocarbonyl can be substituted with one to three identical or 
different radicals selected from the group consisting of Ca-Cg- 
cycloalkyl, hydroxy, Ci-C4-alkoxys Ci-C4-alkoxycarbonyl, amino, 
25 mono- or di-Ci-C4-alkylamino, heteroaiyl and heterocyclyl, 

R^ represents methyl or ethyl, 

R^ represents hydrogen, Ci-Ce-alkyl, mono- or di-Ci-C4-all^lainino- 
30 carbonyl, Ci-Ce-alkylcarbonyl, Ci-Ca-alkoxycarbonyl or hetero- 

cyclylcarbonyl, wherein Ci-Ce-alkyl and CrCe-alkoxycarbonyl can be 
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substituted with one to three identical or different radicals selected 
from the group consisting of heteroaryl, hydroxy, Ci-C4-alkoxy,. 
hydroxycarbonyl, Ci-Ce-alkoxycarbonyl, aminocarbonyl, mono- and 
di-Ci-C4-alkylaminocaxbonyl, cyano, amino, mono- and di-Ci-C4- 
alkylamino. 



represents a moiety of the formula 




9 



wherein 

is selected from the group consisting of hydrogen and C1-C4- 
alkyl, and 

n represents an integer of 1 or 2, 

R represents halogen, nitro, cyano, trifluoromethyl, trifluoromethoxy, 
methyl or ethyl. 



Y\ Y\ Y^ and each represent CH. 
4. Compounds of general fomiula (T) according to Claim 1, 2 or 3, wherein 
A represents a phenyl or a pyridyl ring. 
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and R^ each represeait hydrogen, 



5 

R^ 
R« 

15 
20 

or 



represents fiuoro, chloro, bromo, nitro or cyano, 

represraits cyano, Ci-C4-alkylcarbonyl or Ci-C4-alkoxycarbonyl, 
wherein Ci-C4-alkoxycarbonyl can be substituted with a radical 
selected from the group consisting of hydroxy, Ci-C4-alkoxy, C1-C4- 
alkoxycarbonyl, mono- and di-CrC4-alkylamino, heteroaryl and 
heterocyclyl, 

represents methyl, 

represents hydrogen, Ci-C4-alkyI, mono- or di-Ci-C4-alkylamino- 
carbonyl, Ci-C4-allQrlcarbonyl or Ci-C4-alkoxycarbonyl, wherein 
Ci-C4-alkyl and CrC4-a]koxycarbonyl can be substituted with a 
radical selected from the group consisting of heteroaryl, hydroxy, 
Ci-C4-alkoxy, hydroxycarbonyl, aminocarbonyl, mono- and 'di-CrC4- 
alkylaminocarbonyl, amino, mono- and di-Ci-C4-alkylainino, 



represents a moiety of the formula 




wherein 



6A 



is selected from the group consisting of hydrogen and methyl, 
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represents trifluoromethyl or nitro, 

and 

. Y\ Y^ Y^ and each represent CH. 

• 5. Conipounds of general formula (T) according to at least one of Claims 1 to 4, 
wherein A is phenyl or pyridyL 

6. Compounds of general' formula (I) according to at least one of Claims 1 to 5, 
wherein is hydrogen. 

7. Compounds of general fomiula (T) according to at least one of Claims 1 to 6, 
wherein R^ is cyano. 

8. Compounds of general formula (J) according to at least one of Claims 1 to 7, 
wherein R^ is hydrogen. 

9. Compounds of general formula (T) according to at least one of Claims 1 to 8, 
wherein R^ is Ci-C4-alkoxycarbonyl optionally substituted by hydroxy or 
wherein R"* is Ci-C4-alkylcarbonyL 

10. Compounds of general fomiula (J) according to at least one of Claims 1 to 9, 
wherein R^ is mettiyL 

11. Compounds of general formula Q) according to at least one of Claims 1 to 10, 
wherein R^ is hydrogen. 

12. Compounds of general formula (I) according to at least one of Claims 1 to 11, 
wherein R'^ is trifluoromethyl or nitro. 
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13. Compounds of goieral fonnula (lA) 




(lA). 



wherein 
5 • 

Z represents CH or N, and 

R\ R^, R"^ and R^ have the meaning indicated in Claims 1 to 12. 

10 14. Process for synthesizing the compounds of general formula (I) or (lA), 
respectively, as defined in Claims 1 to 13 by condensing compounds of 
general fonnula (n) 




15 wherein 

A, R^ and R^ have the meaning indicated in Claims 1 to 13, 
with compounds of general formula QU) 

20 
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r5^q (EI), 

wherein 

R* and have the meaning indicated in Claims 1 to 13, 
and compounds of general formula (TV) 




(TV), . 



wherein 

R^, R^, and to have flie meaning indicated in Claims 1 to 13, 

in the presence of an acid either in a three-component / One-step reaction or 
sequentially to give compounds of the general formula (IB) 




OB), 
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wherein 

A,R^ toR^R'^,andY^ to have tiie meaning indicate 1 to 13, 

optionally followed by reaction of the compounds of graeral fonnula (IB) 
with compounds of the genial fomiula (V) 

R^*^X (V), 

wherein 

R^* has the meaning of R^ as indicated in Claims 1 to 13, but does not 
represent hydrogen, and 

X represents a leaving group, such as halogen, tosylate, mesylate or 
sulfate, 

in the presence of a base. 

15. The composition containing at least one compound of general fomiula (I) or 
(lA) as defined in Claims 1 to 13 and aphamiacologically acceptable diluent 

16. A composition according to Claim 15 for the treatment of acute and chronic 
in flam m atory, ischaemic and/or remodelling processes. 

17. The process for the preparation of compositions according to Claim 15 and 16 
characterized in that the compoimds of general formula (I) or (lA) as defined in 
Claims 1 to 13 together with customary auxiliaries are brought into a suitable 

■ appUcation form. 
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18. Use of the compounds of general foimula ® or (lA) as defined in Claims 1 to 
13 for the preparation of medicaments. 

19. Use according to Claim 18 for the preparation of medicaments for the treat- 
ment of acute and chronic inflammatory, ischaraiic and/or remodelling 
processes- * 

20. Use according to Claim 19, wherein the process is chronic obstructive 
pulmonary disease, acute coronary syndrome, acute myocardial infarction or 
development of heart failure. 

21 . Process for controlling chronic obstructive pulmonary disease, acute coronary 
syndrome, acute myocardial infarction or development of heart failure in 
humans and animals by administration of a neutrophil elastase inhibitory 
amount of at least one compound according to any of Claims 1 to 13. 
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